(19) 



] JAPANESE PATENT OFFICE 



PATENT ABSTRACTS OF JAPAN 

(11) Publication number: 63216694 A 
(43) Date of publication of application: 08.09.88 



(51) Intel C07H 19/09 
C07H 19/10 
//A61K 31/70 
C07H 19/06 
C07H 19/067 




(21 ) Application number 62049540 


(71) Applicant: 


YAMASA SHOYU CO LTD 


(22) Date of filing: 04.03.87 


(72) Inventor: 


UEDA TORU 






MATSUDA AKIRA 






TAKENUKI KENJI 






MAC H IDA HARUHIKO 



(54) 2 , -DEOXY-2'(S)-ALKYLPYRIM I DINE NUCLEOSIDE 
DERIVATIVE 

(57) Abstract 

NEW MATERIAL.A compound expressed by formula I 
(R 1 is amino or OH; R 2 is H or lower alkyl; R 3 is lower 
alkyl; R 4 is H or phosphoric acid residue) or salt thereof. 

EXAMPLE: 2-Deoxy-2'(S)-methylcytidine. 

USE: An antiviral agent. 

PREPARATION: A saccharide part at the 2-posrtion of a 
compound expressed by formula II (R 5 is alkoxyl; Z is 
protecting group) is alkylated with an alkylating agent 
to provide a compound expressed by formula III. The OH 
group at the 2-posrtion of the compound expressed by 
formula III is then acylated, reduced with a reducing 
agent and deprotected to afford a compound expressed 
by formula IV. The base part at the 4-position of the 
compound expressed by formula IV is subsequently 
hydrolyzed or aminated and, as desired, the saccharide 
part at the 5-position is then phosphorylated. 
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C * T , 4 0%Sf5Kx^;U~ n -^^r^>-effi( 
ft**.* I tt&tf ®#*&*>-C«ia n 

y * ;i/ * X l . 5 i3 «fc 2 , 2' -7'/^X 
v 7 ^ □ ^ h 'J;t/M«i^7;Hv^itTt?jfif 
T^:. *©**l«IU|jEJGSl£fefc. « £ & ffl 
S/'J*y**7Xi {2. 4 X 2 8 an ) K 

h5tKD;»>iOili:Miit. 7^tMJ 

-n-y^^r>^x^A2. 2 S ft AO * , £ S 

Ji<J} 3 A (2. 4xi 3ai) <3 ± IC « it . 5 % X 

gW^COMft 1 3 On« («*49. 2%) fcttfc. 
« 148-149*0 
7C##tff : C^H^.N.O, 
Stttffi C:5 3. 33, H:6. 71, N:10. 36 
^Pffi C:53. 21, H:6. 71, N:10. 28 
5) 2' - r * * f - 2 ' (S) - **;i/s/*s; 
> C-JBA CM , R 1 = N H- a , R 1 = H , 
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:<it20iU»J, ±8efl>4-o-x*-;u-2' 
- (S) **)Ufcl00i**toZ.XmM2lt* % 

« L . 2 # & <3 Jg ft 0 . 2 5 IP* & i>q * , S £ K x 
^^-^Sr^fl^X^ffiaffi^ISL. x 5 / - ;i/ J: 
>JtfA<l:bTBtttt78*Ctt*7 5. 9%) & 

fit jft : 1 6 7 - 1 6 9 r 
5c5»4>#r : C 1B H 1( N s 0,*HCl-l/4 H.Ofc LT 
Jfffttt C:4 2. 5 6, H:5. 7 1, N:14. 88 
^aWtt C:4 2. 8 6, H:5. 79, N:14. 5 2 
$kttiW 2 2' -7* *U - 2' [S) -af 

N H 2 i R ' = H , R J «C,Hc, R 4 

= h] <a % m & <a g sa 
± ffi £ tt 0* i <a r ju * ;i> <e <& x e *? n r a ft 

Jbitra#K«LJI-r*££K:J:l>2' - 7? * * - 



2' - (S) -zf/^fi?v(!)«B|«iii: 

fit ,& : I 6 7 ~ 1 6 8 T! 
TCftfttf : CiiHi,N a 0«*IICW/2 H*0fc IT 
ItnfL C:4 3, 89, H:6. 36, N:13. 96 
&PJtff C:4 3. 92, H:6. 3 9, N:14. 00 
3 2 ' (S)-jlt»;i/»3s;>[-tt 
& C U , R * = OH, R' = CH a , 
R»~CH lr R« = Hj 9Bj8 

1) 4-o-if^-5-jtf^-)iji;> c — » 

(B) , R" = C H 3 , R'^OCiH,] 0> 

Of, & * fit* S* 3 . 8Bfl^in^.Tsa-ci8frasjc& 
(fc** = ;i/ 8. 0 «i ft in *. . 8 f# a 

& L . m&ZQ&L* »a*x*</-/l/20Bfi 



K 5 0 Mtt tr ftl A • Sflt?17«HI«fll,fc. eft 

Btflfcl. 86* (ft$65. 1%) 
ft j£ : 1 4 3 - 1 4 4 t 
7C##tff i® : C.J^N.O, i: It 

Jt # it C;5 0. 3 4, H:6. 34, N: 

9.78,0:33. 54 
%Wffi. C:50.22,H:6.33,N: 
9.76,0:33. 69 
2) 1- (3, 5-O-TI PDS-U-D-i 

xs*s/-5->t* /i/- 2-tru 

CD) , R'sCHn R'«OC|H, , 
Z (3' ) - Z (5' ) *TIPDS) «D4 

±C 4 - O - x*/l,# 6 . 0 * fr&ifeffS 1 * l>U 
K 1 , 1, 3, 3-*;jfODf h^y^ne 
;j/ 2/ a * * :/ , ft ^ *c Jfi ft * * * y ;i/ s/ * ;u 



<k «f 8 . 51 (84. 6%) fc » . 

Ttftfttf : C 14 H,,N,OTSi t t IT 
Jttttfil C: 54. 74, H: 8. 04, N: 5. 34 
mWiti. C: 54. 54, H:8. 03, N:5. 29 
3) 1- (2->f JI/-3, 5-0-TI PDS 
-0-D-iJj|f73^S/JlO - 4 - x h * 5/ 

Cffl) , R* = CH,, R S = CH,, R' = O 
C, H, , 2 (3') - Z (5') sTIPDS) 

& iz & <t * * & * >r * U t & t & m 2 it . raffle 

«St3S L TUttit&Ql 1 . 38g (te*36, 1%) 

: 182-183T: 
5£iR#*f : C,.IUiN,0,Si, HT 
St ttfl C: 5 5. 32, H : 8 . 54, N : 5 . 16 
fi& C: 55. 19, H:8. 54, N : 5 . 40 
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4) 4-0-xf;^-2' (S) - * 3* JU 3* * i/ 
V C-ttSfcClV), R* = C H, , R 3 = C H, , 
R s = O C. H, ) CD 

J:E7»enr:ft^» 3 4 0 ««5:ll«Wli:f?l 

n-^f/l/XX, 2 , 2' «7 4 /ex>f^f a 

10. 5 (tt$64. 6%) & fcfc. 
Bt : 1 8 3 - 1 8 5 t 

® C: 54. 92, H:7. 09, N : 9 . 85 
C: 54. 8 9, H! 7. 08, NJ 9. 74 

5) 2 ' (S)-^fJl/f C-tt* ( I ) . 
R'sOH, R 1 = C H , , R 3 = C H , , R 4 = 

iTf iy^50 (H* 3S) 1 g fcflfl*., £ & T? 
4 1$ IB (ft » L it . tt fl§ & tt ft) ft , « tt £ « » ft K 



»RII8 63-215694 (10) 

ft 6 3 ■* ( ifc # 7 3 . 6%) & . 
JAM : 179-1B0C 

5t#M C:5 1. 56, H:6, 29, N:10. 93 
Xffltt C:51. 49, H:6. 26, N:ll. 04 
XK*f 4 2 V LgJ - ^^^Si/'^-S' 

2' (S) -if Jl/f St;^2. 56i(h>J 

>^;uy>fft6 0iifl/^3iaA.r^^L, :ii m . «3 
gO^*^ffl<kij >&}«tu. s e k 1 o$ ffi f* 

T * . caHJfctffcBgOJBttjKi&^hU^AS: 
*<flOOg0*ft*'>>ajlHIU. * 0 £ $ 1 8$ (TO 

It. 2 ' ( S ) - * * ;u * 5 > - 5 ' - ij y 
5 tt/M 



2' (S) - ^jl/f^t/y 1 0 g 

□ — 6 S g 

*> ;i/ ;rf * i/ -fe ;t/ □ - * 20 s 

y fcf - JU tf a U K 1/ 3 s 

AfryvHrtJi/f** 2 g 

± ft 1 0 0 g 



Ulttl00*gOt2*tJ*3tft-f*. 
$ l «S * , 2' (S) ii/yfcl Obj 

I 1 ?***/-!' {S)**fr*s9i/VlZM& 2 0 g 
*$fi,1rji/n-x 80g 
£ ft 1 0 0 g 

Waaetfl^UTH/WfcTa. StlRIWlOO 

^^iU0A (677) -*^*Hf 
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